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(54) 2 , -DEOXY-2 , (S)-ALKYLPYRIMIDINE NUCLEOSIDE 
DERIVATIVE 

(57) Abstract 

NEW MATERIALS compound expressed by formula I 
(R 1 is amino or OH; R 2 is H or lower alkyl; R 3 is lower 
alkyl; R 4 is H or phosphoric acid residue) or salt thereof. 

EXAMPLE: 2'-Deoxy-2XS)-methylcytidine. 

USE: An antiviral agent. 

PREPARATION: A saccharide part at the 2'-position of a 
compound expressed by formula II (R 5 is alkoxyl; Z is 
protecting group) is alkylated with an alkylating agent 
to provide a compound expressed by formula III. The OH 
group at the 2-position of the compound expressed by 
formula III is then acylated, reduced with a reducing 
agent and de protected to afford a compound expressed 
by formula IV. The base part at the 4-position of the 
compound expressed by formula IV is subsequently 
hydrolyzed or aminated and, as desired, the saccharide 
part at the 5'-position is then phosphorylated. 
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x-r;uii*&init4>ffiL. *f 
& 8 lfl # El U . «««r»Mx^ync*«iit. 

3tifei/ij^y;i/^^A (2. 4 X 2 5 co ) <B ± 
K tt ■* T . 4 0^Kxf;i/- n -A^t>t|» 

~f A* X X 1 , 5 i| it £ <fc 2 , 2' - 7 !/ ^ A 

-r v r r q x h i;vutt&ft£7^=r>&«T-?iff 

ft 0 L . ^yayyi/rt^A (2. 4X28aa] tc 
10*gmx*;u-n-'v*tf;/-e 

hnKD77>io»n:*»$t, ? v ft h y 

;i/ 77 7 A (2. 4 X 1 3 a ) <E Jt H © 1± . 5 % x 

BttfcaMfclSO.* ( Jfc # 4 9 . 2%) fc> . 
Bki: 1 4 8 - 1 4 9 t 
7G#7>#f : C ia H lt N,0 § t LX 
ttntil C:5 3. 3 3, H:6. 71, N:10. 36 
£HH(fl C:53. 21, H:6. 71, N:10. 28 
5) 2' - j* * * i/ - 2 ' (S) - 

> C-ttit CM , R 1 = N H 2 , R " = H , 
R 3 = C H > , r« = h) a ifi & ifi tf> /£ 
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:AUOdUU. ±Ktf)4-o-x*-;i/-2' 
- (s> **^fcioo**inijtT»jK*it-. # 
tt*ioor-c2BraiJRjGS*fc. 

JfflL. 2 # & O «S ftt 0 . 2 5 oft & Jq A. . S & t:: x 

UJMfa{fcL-CaW«78^ («*75, 9%) 5: 

tt i2 : 167-i69t 
ic3H#*r : C ie ii l «M a 0,-HCl-l/4 B.OkLt 
tttttt C:4 2. 56, H:5. 7 1. N:14. 88 
C:42. 8 6, H:5. 79, N:14. 52 
* ife « 2 2'-r**»V-2 / [S] - 

N H 2 . R' = H, R 3 = C, H K , R 4 

;feitra«K#iJlT*c:fcu:«fcy2' - r rf * - 



B ft ft 1 . 86g ( Ifc 8* 6 5 . 1 % ) fc # . 
Bfe £ : 143-i44t 
7c##$r AS : C ia H lt N t 0. fc L T 

Jtttiltf C:5 0. 3 4 , H:6. 34, N: 

9. 78, O: 33. 54 
& M C:50.22,H:6.33,N: 
9.76,0:33. 69 
2) 1- (3, 5-0-TIPDS-J-D-x 
»jXD^^h77>-2-^ni/;U) -4- 
x S * i/ - 5 - * * )U - 2 - fcT y 
- «3£ CD) , R* = C H, , R'«OC,Hn 
Z (3' ) - Z (5' ) =TIPDS) (D^ 
fife 

xK4-0-x*;i/#6. Osfc3$;tfe0gifclB 
ft ic 1 , 1 , 3, S-«;^DDtM-fV^ae 
71/ 2/ □ * +J- v . & n r ffi ft * * it- ij - *J * * )i> 



»BHB 63-215694 (9) 

2' - (S) -x^;i/i/^^>CD«W««:^^r 

& & : 1 6 7 - 1 6 8 *C 
7G?lf#tfr : C il H l7 N 1 0 4 -HCl-l/2 H.Ofc It 
3f-|?«l C:4 3. 8 9, H:6. 36, N:13. 96 
SUttfltt C;4 3. 92, H:6. 3 9, N:14. 00 
sfc Dfi (A 3 2 ' ( s ) - > ^ ;u ^ * i; > c - 

5fc CM . R 1 = O H , R" = C H, . 
R'=CH lf R^H] 
I) 4-0-x*/i/-5-;**/UO' 1 /i?> ( - jfc 
A (8) , R , = CH|, R^OCH,] 0 

5 - * * ;U ij 2/ > 2 . 58g47th-MJ 

yu4 0nftu:&jfc£-t£. ^^;i/75 ; ^'Ji/*vi2.5 

£ 1£ . # £ a 81 & H U . aa^^A 
50«fl^iSfi¥S-fr. ^>f^*;i/A7 5 K 0 . 5 
■a & <fc % {fc * * x /!/ 8 . 0 sA & Jin x. . 8 B$ fffl a 
ft I/ fc . » & £ S £ U . &«£&x*y-yL,20Bfi 

a ;[/ * * i/ K fc £ Jfc S -ti: , fg#K*iJSbT«K0> 
<fc ^ 4& 8 . 51 (84. 6 % ) fc 13 fc . 
ffili: 10 9-lllt 
jtmftti l C, 4 N««N.0,Si. Lt 
3t#M C: 54. 74, H : 8 . 04. N:5. 34 
050(fi C: 54. 54, H : 8 . 03, N:5. 29 
3) 1- ( 2 - * ?>;u - 3 , B-O-TIPDS 
- ^ - D - ij ,f 7 5 > - 4 - X S * */ 

-B->f^-2-i?y C ~ « s£ 

(ID) , R* = CH,, R a = CH,, R" = O 
CiH,, Z ( 3 ' ) - Z (5') oTIPDS) 

fl^c£<fc>*;i/7*r*;/$AfcJK;&$tf, RI » tc 

SkM L T *ltt<t£fc 1 . 38s (&*36. 1%) 

Bl * : 182~183t 

5t 3»#*r : CIU.N.OtSI, fc L *C 
tftttt C: 5 5. 32, H:8. 54, N:5. 16 
2S8!ffi C: 55. 19, H:8. 54. N : 5 . 40 
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4) 4-o-if;i/-2' (S) -Hil/Hl/ 
V C — At * CIV), R* = CH,, R J = C H a , 
R' = O C, H,) tO 

J:E-C#*ftfc<fc£ft3 4 0 n* * & » fcl 1 * (3 

n-^fi^X, 2, 2 ' -7WX4'J-X*U 
-h'J/K & H t? 7 y ffe h 'J - n - 7 * A/ 7 V * 

10. 5« (fc* 6 4. 6 % ) fc fcfc. 
fflfc : U3-185r 

8+#<fi C : 54. 9 2, H:7. 09, N : 9 . 85 
ftfflffl C: 54. 89, H : 7 . 08, N : 9 . 74 

5) 2 ' (S)-**yt/ C - Jtt * C I ) . 
R 1 = O H , R'=CH,, R 3 = C H , , R * = 

H3 n&iSL 

± Sfi V ft 6 *t ft ^ ft 9 5 5 mfli* y - 

4i$iBtttfLfc. ®mz&w}&. timtm&ft® 



ftffHB 63-215694 (10) 

ft 6 3 «* ( ife 3|* 7 3 . 6%) fcttfc. 
At jft : 179~180r 

Bt#flH C:51. 56, H:6. 29. N:10. 93 
£ffl!1H C : 5 1 . 49, H : 6 . 26, Nil 1. 04 

Xtt* 4 2 - (S) - ^/^^;y-5' 

■ 'J 

2' (S) - >f/l/f S';v2, 5 6 g H 'J 

g & X *r is i& it V > S 6 K 1 D# Kfl AH* 

■£tfl0 0rfl*fc*'vailll/. * 0 £ £ 1 B$ fffl 
& ft L . r ^ i: x - f ;n o 0n2ln]*_T#K-f3. 

L T • 2' (S) - ^f/l/f ;'>'>-5' -'J> 
ftfi ft ft 4 . 

5 &M 



2' (s) - io* 

3 - V A * - * 6 5 g 

,-tf y tf i ;i/ tf □ U K 3 g 

a r U > a * ji/ f * ^ 2* 

£ ft i o 0 g 



flj 1 IS * , 2' (S) -**/l/**i>:/*10* 
HITS. 

^isw 6 km. « 

2' r**>- 2' (S)dl^AfV^^V«M 2 0 g 
£ ft 1 0 0 g 

# » £U H A (677) V7*lftttft£dtt 
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